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Manufacture of imidoyl halide, useful as synthetic intermediate of 
amidine, involves converting amide into imidoyl halide, in presence of 
phosphine compound and compound having electron withdrawing group. 
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NOVELTY - An amide (II) is converted to imidoyl halide (I), in the 
presence of a phosphine compound (IV) and a compound (III) having an 
electron withdrawing group. 

DETAILED DESCRIPTION - An amide of formula (II) is converted to 
imidoyl halide of formula (I), in the presence of a phosphine compound of 
formula (IV) and a compound of formula (III) having an electron 
withdrawing group. 

Rl = substituent coupled with carbon atom; 

R2 = alkyl, aryl or H; 

XI = halogen atom; 

R3-R7 = H or substituent; and 

EWG = electron withdrawing group. 

XI, R3, R4 and EWG are not chlorine atoms simultaneously. R1-R4 may 
combine with each other to form a ring. 

USE - An imidoyl halide having a trif luoromethyl, dif luoromethyl or 
carbamoyl group is useful as synthetic intermediate of amidine and 
nitrogen-containing heterocyclic ring compounds. 

ADVANTAGE - The method enables efficient and safe manufacture of 
imidoyl halide, without using toxic carbon tetrachloride. 
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mol, iR^8 8%) 6»ftB#iLT#fc. 
[0 0 5 5] f#^nfe (A-3) 10. Og (0. 02 
2mol) t5%Pd/Cl. 0gSl^-JH0 0 
m 1 Kin** 5. 8kg/cm l (DT, 5 Ot: 

2 mo 1 / L^Il3m 1 £JP>tfcf£:£»*iRj 1 0 0m 
1 fc&S*T?«JE*tt, Tir b-HJ;i/5 0m 1 fcJn* 

T*?&b*i;fc«a*«a. kau 7^u>* (a- 

4) 39. Og (0. 0 2 Omo 1 , iK*8 9 %) £S 
fiB#iLT»fc. TIBtefl^* (A-4) co' H N 

[0 0 5 6] ' H NMR (3 0 0MHz, CDC 
1,) : 6 7. 6 (d, J =8. 7Hz, 1 H) , 6. 
5 (d, J=2. 3Hz, 1H) , 6. 4 (dd, J = 
8. 7, J = 2. 3Hz, 1H) , 4. 6 (m, 1 

H) , 3. 9 (t, J=6. 6Hz, 2H), 1. 7 
(m, 2H) , 1. 2-1. 5 (m, 3 6 H) , 0. 9 
(t, J = 6. 4Hz, 3H) 

[0 0 5 7] 7>^>ft^ (A- 5) <DGJ$L : ±IHT 
f#5ftfcffc'&$J (A-4) 22. 8g (50. 0 mm o 

I) h'J7MDBS5. 7 0g (5 0. Ommo 
1) S7t h-h'JJH 4 0m lfcJnA, «#bS:3&*6 
sr^^iPLfec CC0Bf«^hUX5 1 ^7^> 1 4. 
6ml (0. 10 5mol) SfilSSS 1 01C£lTl:fi 
■pTfBTFSfc, h'J7xrM77^>59. Og (0. 



( 11 

19 

2 2 5 mo 1) %M?LT3 SX:\ZjM!&\stt. KfoWzm 
!Wb«*l 7. 4g (0. 052mol) ^)7th^h 
U;P4 0ml*«S, ft»4 5"CJRT-e«Tb» 5 or 
CftlMtft. S £ fcEgJWfc«* 17. 4g ( 0 . 0 5 2m 
ol) fl)7th-hU^4 0ml»«*«TU 50t 

XWXfiWtH. Og (0. lOOmol) 
<hhUX^7^>28ml (0. 2 0mol) £inx. 

1 1 0m 1 £})n*-T0 < CT6 0#«#, flfeUfcH#«r« 10 

»U |»tt*7S3;> (A-5) £2 5. 2g (4 
1. 9mmo 1 , iR*8 4%) «»fiH#ibT#fc. 

ymzit^m (a- 5) o i h NMRf-^^to 
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[0 0 5 8] ' H NMR (3 0 0MH z , DMSO- 
di) : 6 6. 2-6. 8 (m, 3H) , 4. 4 (m, 
1H) , 3. 6-4. 2 (m, 7 H) , 1. 7 (*^U 
H) , 1. 0-1. 5 (m, 3 6H) , 0. 8 (t, J 
= 6. 5 Hz, 3H) 

[0 0 5 9] 
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— 2H123 ABOO AB03 AB23 AB28 BBOO 

BB02 BB31 CB00 CB03 

4C056 AA02 AB01 AC03 AD03 AE03 
AF05 EA01 EB02 EC01 ED06 

4C204 AB01 BB04 CB03 DB01 EB01 
FB03 FB20 GB01 GB32 

4H006 AA02 AC'S 9 BA53 TA02 TA04 

4H039 CA99 
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